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AVAA Y TFRINETHRINTE T, £, R A BMEEMITRCHEILITITHN T L RHE S
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DAL DL EM, TREMECHTEICBE T A IEMANT & A EBODRIIZH 5,
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1D, K 1—4 [ 3SCRICIEVARR L7z 2%, KIS 5 1220 TiE, USSR 22 Bt L7k 3.
Scheme. 1 (TR T M2 HWZRRZ, LB 1 2 EAFEHOWRIKE LT 46%DINRTHE D Z L I1Thk
L, ZO—EORSIZEY LAY 1 % 37.9mg A LT=, £, (LAY 1 O EIIRR

g 27 R VilE (CH-NMR 38 X OV 13C-NMR) EE &5 (MS)., b8 1 O 1T &gk~
n~< h777¢— (HPLC) (X vikE L,

Pd,(dba); (5 mol%)

DPPF (10 mol%) Br KOH (2.2 eq.)
@ENHz ©iBr ‘BUONa (1.4 eq.) i TBAI (20 mol%) BnBr (1.15 eq.)
I toluene (0.5 M) THF (0.5 M) reflux, 21h
reflux, 19 h rt, 1 h .
3y g 1 o%

_ _ ©\ Pd/C (10 wt%)
@ 5 MBuli(22eq)  Me,SiCl, (1.1eq) N H, (1 atm)

N ,
@[ © Et,0 (0.2 M) 0°Ctort,21h @Sij@ EtOH/ACOEt/CH,Cl,

Br 0°C,1h K3 VA = 5:3:6 (0.05 M)
5 6 rt, 16 h
790 48% R4
KOH (1.1 eq.)

H K,COs (0.8 €q.) | N
@[ND TBAHSO, (10 mol%) N Cl (11 eq) @[ND

Si toluene (0.125 M) reflux, 16 h Si

I\ A\

rt,2h

RIS 1
92% 46%
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- 3C-NMR  (E&4HE . CDCls)
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- HPLC F ¥ — h
avhIsL>
mAU
] 2  PDA Multi 1 254nm,4nm
1007
75-
=
251 3
| = A s
0 = - -
0.0‘ o '2:5I - '5:0’ o .?!5' o '16.0 b1?1.5' '15|,0' '1‘:5.5. ‘ZOE.OI o
min
<E—=oLR—k>
PDA Ch1 254 -
Eohi | GisEhy | @ x ¥k HPLC % {2/ L 7=,
1] 2610] 4980 | 703 | cHT A
‘?,,‘ g?gg 1;2531 1 ;gg Mightysil RP-18 GP 150-4.6
5 7.094 | 293346 16140 | - BRIER
g, ng?g 32%; ggg CH3CN /0.1% TFA aq. =40/ 60
| . ! | | ==
8 15453 9531141 105539 | R .
a8t 9888281 127037 0.5 mL/ min

+ MS : HRMS (ESI) calcd for C17H27N2Si [M + H ]+: 311.1938, found 311.1933.
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2. d6 £ OB o F U A )V AHETEHE DK R
3 AbEMOMMERHE O R (Fig 2.) BET, ThHOHH=a T U A V2T 575, (Fig 8.)
ZIRT,

. PAMPA[EF B 1t Fivs R REM (BFFR%)
™ PBSIAMZE :
/ft % loeD [ 7R
= g (uUM) Papp
u (10%cm/sec) 10min 60min 10min 60min
TavYryarA%E
7 w2l 3.0 90.4 2.8 74.8 37.8 | 36.2 1.0
sRaLTAavYy
3] 3.6 81.0 3.3 71.0 23.2 | 33.1 1.3
Fig 2. ¥IEEHEDER
VSV-G| -=- GFP —e Hoechst VSV-G
Alimemazine JavwPype] 2T Y U] Alimemazine 7 n;é;gf *
fg . PE S ggm sped E‘E | [FROSES e | ]
5w | 3. Voo ,.,I 1 T2 | i ) :
& (ST S ,: e MR &3 &%
|—.—.— £ 41 £ 4} g
¥ u.,.{ég.. uuuuu k:—] ) # f Loqlgnnmmofl My # ? LopiGancentrato o i -+ ,I, + 5 L_,: a M 5 4
Log|Concantragon] (M} LogiConcentration) (M)
IC5, =15.8 uM IC5p = 33.8 uM ICgp = 23.4 uM IC,, = 28.49 uM IC5, = 29.25 uM
SARS-2-5
Alimemazine w2 7007033 Alimemazine 7 D;g;g]{ »
%% iy P %%w Eg'wi \ 5 %gwn '_'_‘_'_'_'_'1
i . \ i } e Gl 2 .
g2 . B % [ - ' e
b2 Ny BE %€ o b o aley
Lmull:li mmmmmm f ) (M) * ! Lng;mmmm-:| My = N Lougvlmnualil:]ml * ; 4 5 a .:r £ 5
LeaiCancantration) (M) LogiCencantrasion] (M}
IC5, = 3.26 uM IC5 =7.21 uM ICs = 3.59 uM IC5o = 2.84 uM IC5, = 5.35 uM

Fig 3. 3784007 1)V R (X9 B EEE M
* Alimemazine : IR =
K VSV-G 1 —fRHI72 ™7 A L A5 5 BB

SARS-2-S : Fila v A )V A9 5 LENEE
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LEMWZ T~ U (ke 2 LibEW3) LIS LEDbLeh o7z, (Fig2) Ziud, oA #F+
DERERICHAAEND Z LT, SURORFL IFTRRY | ZEWN M ELLEZ EZRTEEZON
Do

Flo, Tav YU A FHEEEOREERIT e LR TREL M ELTEY, A BT
DN XD RN L RPBENTWD EEZX NS, —H T WEEBMEICIIRE RBITAET
Rinole, SEIOFREED OITNRENE & BOEBRYEICBE 4 S HBEBRIIA LT, 4% Z 0 ZFHICH




A 6
FR G S50 HRE2E PRIRE S No.2

FARIMR A T 7-0100E,. 5o < DY AP UETH DL EEZLND,

o F U AN R T HHBEEEOR R, T r~vYr - Jurdavyr - Tavd oA
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Atk REETEIEFIBAFZEIC BV T LA OBIEZ IR T S VIR A U254, BRIREEN
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BIBEIFICIC BT D2/ RO 1 DL ISR DMIEOESRZORNDDTIER NN EEZD
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